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AMENDMENT AND RESPONSE TO OFHCE ACTION 
APPENDIX H: CLEAN COPY OF CLAIMS AS PENDING 

1. (amended) A compound of Fonnula I: 



wherein 

are independently 



H. 

HO, 

R"0-, 

Halogen, 

Cl-C3-alkyl, 

CF3. 

R"*C02-, 

R'*02C-, 

R^^CO-, 

R'^CONH-, 

R'*NHCO-, 

R^*NHC02-. 

R'^OCONH-, 
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AMENDMENT AND RESPONSE TO OFHCE ACTION 

R'*OS-, 
R'*S-, or 

R' and R^ or and R^ or R^ and R* taken together can be 
-SCH2S-, 
-SCH2O-, 
-OCH2S-. 
-SCH2CH2S-, 
-SCH2CH2O-, or 
-OCH2CH2S-; 

■wberein one of R', R^ R^ and R"* must be Cl-C3-alkoxy or Cl'C3-alkyltiiio group; 
R^ , R^ R^, and R* are independently 
H, 

Cl-C6-alkyl. 

C3-C6-alkenyl, 

C3-C6-cycloa]kyl, 

phenyl or substituted phenyl, wherein the phenyl is substituted with one or two 
substituents, Cl-C3-alkyI, halogen, R"0, CF3-, R'^OiS-. R"0S-. R^^CO. R"C02-. 
R"02C-, R'^COhfH-. R"^C0; or 
R^ and R' taken together can be C3-C6-cycloalkyl; 
R' and R* taken together can be C3-C6-cycloalkyl; 
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r"r'^co-, 

R"R'«NCS-. 
R"r"T^(CR")-, 

r"oco>, 
r'^co, 

R"r'<^CH2C0-. 
R'*02C-(CH2)„-. 

R"r'*NC0-(CH2)«-, 

NC-(CH2)„-, 

H, 

Cl-C6-alkyl, 

C3-C6-dlkenyl, or 

C3-C6-cycloalkylj or 
R^ and R^ taken together can be 

-<CH2)„,CH2(R'')NC0-, 
^CH2)mCH20CO-,or 

-(CH2)mCH2CH2CO-; 
R^** and R' ' are independently 

H, 

R'^R'^N-, 
R'^R'*N(CR"K 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 
R^'toJCO-,or 

R"C0NH-; 
H, 

Halogen, 

HO, 

R'^0-, 

r"r'*n-. 

Cl-C3-alkyl, 
CF3, 

R^^COj-, 
R'^CO", or 
. R"C0NH-; 
R'^ is Cl-C3-aIkyI; 
R'MsHorCl-C3-alkyl; 

are independently 

H, 

Cl-ClO-alkyl. 
C 1 -C6-perfluoroalkyl, 
C3-C10-alkenyl, or 
G3-C6-cycloalkyl; or 
R" and R^* taken togeflier can be C3-C6-cycloalkyl; 
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R" is Cl-C6-aIkyl, C3-C6-alkenyl, or C3-C6-cycloalkyl; 

n is 1 to 6; 

m is 0 to 2; 

and phannaceutically acceptable salts thereof; 
wherein R^^ and R" cannot be both H. 

2. (amended) The compound of claim 1 of Fomula I who-ein 

one of four substituents of R', R^ and R" must be Cl-C3-alkylthio group or Cl-C3-alkoxy 
group, the other substituents are independently H, R*'0-, R'*S-, halogen[ (F, CI, Br)], or CI -C3- 
alkyl; 

R^and taken together can be -SCH2S-, -SCH2O-, or -OCHjS-; 
R^is 

R^R^^CO-, 
R'^R'^CS-, 
R'^R'*N(CR")-, 
R"0C0-. or 

r"co- 

H; 

R"* and R' ' are independently H, H2N-, or CHjCONH-; and pharmaceutically acceptable salts 
thereof. 

3. (amended) A composition comprising the compound of claim 2 and a 
pharmaceutically acceptable carrier. 
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4. (amended) The composition of claim 3 in a dosage form comprising a ther^eutically 

effective amount of the compound for treating a disorder in a patient associated with excessive 
activation of the a'amino-3-hydroxy-5-methyl-4-isooxazoleproprionic acid (AMP A) subtype of 
the ionotiopic excitatory amino acid (EAA) receptors. 

5. (amended) The compound ofclaim 2 ofFormula I selected from the group consisting 

of 

l-(4-Aniinophenyl)-3,5-dihydro-4-methylO-acetyl-7-methoxy-5/ir-2,3-benzodiazepine, 
l-(4-Aniinophenyl)-3,5-dihydro-4-methyl-3-methylcarbamoyl-7'methoxy-5/f-2,3- 
benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-eihylcarbamoyl"7-methoxy-5/r- 
2^Tben2odiazepine, l-(4-Aminoph6nyl)-3,5-dihydro-4-methyl-3-propylcarbamoyI-7-methoxy- 
5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-butylcarbamoyl-7- 
methoxy-5//-2,3 -benzodiazepine, l-(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl'3'acetyl-7- 
methoxy-5/^-2,3 -benzodiazepine, l-(4-Aminophenyl)'8-amino-3,5-dihydro-4-methyl-3- 
methylcarbamoyI-7-methoxy-5if-2,3-benzodiazepine5 1 -(4-Aminophenyl)-8-amino-3,5-dihydro- 
4-methyl-3-ethylcarbamoyl-7-methoxy-5//'-2,3-benzodiazepine, l-(4-AminophenyI)-8-aniino- 
3,5-dihydro-4-methyl-3-propylcarbamoyl-7-methoxy-5/f-2,3-benzodiazepine, l-(4- 
Aminophenyl)-8-aniino-3,5-dihydro-4-methyl-3-butylcarbamoyl-7-methoxy-5//-2,3- 
benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-acetyl-8-methoxy-5/r-2,3- 
benzodiazepine, 1 -(4-Aniinophenyl)-3,5-dihydro-4-methylO-raethylcarbamoyl-8-methoxy-5/f- 
2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-ethyIcarbamoyl-8-methoxy- 
5jff-2,3-benzodiazepine, l-(4-Axninophenyl)-3,5-dihydro-4-methyl-3-propylcarbamoyl-8- 
methoxy-5/f-23-benzodia2epine, l-(4-Aminophenyl)-3,S-dihydro-4-methyI*3-butylcarbamoyl- 
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8-methoxy-5/f-2,3-benzodiazepine, l-(4-Ammophenyl)-7-aminoO,5-clihydro-4-methyl-3-acetyl- 
8-methoxy-5//-2,3-ben2odiazepine, l-(4-Ainiiiophenyl)-7-amino-3,5-dihydro-4-methyl-3- 
methylcarbamoyl-8-methoxy-5//-2,3-beiizodiazepine, l<4-Aminophenyl)-7'ammo-3,S-dihydro- 
4-methyl-3-ethylcarbamoyl-8-methoxy-5fl'-2,3-benzcKlia2epin^ l-(4-Aininophenyl)-7-amino- 
3,5*dihy<Iro-4-methyl-3-propylcarbamoyl-8-methoxy-5//-2,3-benzod^ l-(4- 
Aminophenyl)-7-aminO'3,5-dihy(iro-4-methyl-3-butylcarbam 

benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-acetyl-7-methylthio-5/?^^ 
benzodiazepine, l-(4-Ammophenyl)-3,5-^ihydra-4-methyl-3-melhylcaifbamoyl-7-m 
5/f-2,3-benzodia2epine, l-(4-Aniinophenyl)-3,5-dihydro-4-methyl'3-ethylcarbamoyl-7- 
methylthio-5i/-2,3-ben20dia2;epine, l-(4-Ammophenyl)-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methylthio-5if-2,3-benzodiazepine, l-(4-A3aainophenyl)-3,5-dihydro-4- 
methyl-3-butylcarbamoyl-7-raethylthio-5i/-2,3-benzodiazepine, l-(4-Aminophenyl)-8-amino- 
3,5-dihydro-4-methyI-3-acetyl-7-methylthio-5//-2,3'ben20dia2epine, l-(4-Aminophenyl)-8- 
ainmo-355-dihydro-4-niethylO-methylcarbamoyl-7-niethylthio-5H-^ -benzodiazepine, 1 -(4- 
Aminophenyl)-8-aniino-3,5-dihydro-4-niethyl-3-ethylcarbamoyl-7-meA 
benzodiazepine, 1 -(4-Aininophenyl)-8-amino-3,5-dihydro-4-niethyl-3-propylcarbamoyl-7- 
methyltiiio-5i/-2,3-ben20diazepine, l-(4-Aminophenyl)-8-amino*355-dihydro-4-methyl-3- 
buiylcarbaraoyl-7-methylthio-5^f-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4- 
methyi-3-acetyl-8-methy lthio-5/f-2,3-benzodia2epine, 1 -(4-Aminophenyl)-3,5-dihydro-4- 
me11iyl-3-raethylcarbanioyl-8-methylthiO'5/^2,3-benzodiazepine, l-(4-Aminoplienyl)-3,5- 
dihydn)-4-methyl-3-ethylcarbamoyl-8-niethylthio-5//-2,3-benzo l-(4-Aminophenyl)- 
3,S<iihydro-4-methyl-3-propylcarbanioyl-8-methylthio-5-fif-2,3-benzodia2epin l-(4- 
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Ainmophenyl)0,5-dihydro-4-methylO-butylcarbamoyl-8-methy 1- 

(4-Aminophenyl)-7-aininoO,5-dihydro-4-methyl-3-acetyl-8-met^^^ 

1 -(4-Aminophenyl)-7-amino-3 >5-<Uhydro-4-methyl-3-methylcarbamoyl-8-methylthio-5/f-2,^ 

benzodiazepinCj 1 -(4-Anunophenyl)-7-aimno-3,5-dihydro-4-methyl-3-ethylcarbamoyl-8- 

methylthio-5//-2,3-benzodiazepine, 1 -(4-Aminophenyl)-7-ainino-355-dihydro-4-methyl-3- 

propylcarbamoyl-8-methylthio-5i/-23-benzodia2epine, and l-(4-Aimnophenyl)-7-amino-3,5- 

dihydro-4-methyl-3-butylcarbamoyl-8-methylthio-5i/-2^ 

6. (amended) A composition comprising the compound of claim 5 and a 
phannaceutically acceptable carrier. 

7. (amended) The composition of claim 6 in a dosage form comprising a therapeutically 
effective amount of the compound for treating a disorder in a patient associated with excessive 
activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic acid (AMP A) subtype of 
the ionotropic excitatory amino acid (EAA) receptors. 

8. (amended) A composition comprising the compound of claim 1 and a 
phannaceutically acceptable carrier. 

9. (amended) The composition of claim 8 in a dosage form comprising a therapeutically 
effective amoimt of the compound for treating a disorder in a patient associated with excessive 
activation of the a-amino-3-hydroxy-5-methyI-4-isooxazoleproprionic acid (AMPA) subtype of 
the ionotropic excitatory amino acid (EAA) receptors. 

10. (amended) A method for treating a patient having a disorder associated with 
excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic acid (AMPA) 
subtype of the ionotropic excitatory amino acid (EAA) receptors, the method comprising 
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administering to the patient, in an effective amount to alleviate the symptoms of the disorder, a 
compound of Fonnula I: 




wherein 

K\ R^ and are independently 
H. 
HO, 



R"0-, 



halogen, 

Cl-C3-alkyl, 

CFa. 

R"02C-, 

R''*CO-, 

R^'^CONH-, 

R'^HCO-. 

R'^HCOa-, 

R'^OCONH-, 
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R'*02S-. 

r"*os-. 

R"*S-. or 

r"r'<t^-: or 

R^ and R^ or R^ and R^ or R^ and R* taken together can be 
-SCH2S-, 
-SCH2O-, 
-OCH2S-, 
-SCH2CH2S., 
-SCH2CH20-,or 
-OCH2CH2S-: 

wherein one of R', R^, R' and R"* must be Cl-C3-alkoxy or Cl-C3-alkylthio grovqs; 
R* , R*. R', and R'' are independently 
H, 

Cl-C6-alkyl. 

C3-C6-alkenyl, 

C3-C6-cycloalkyl, 

phenyl or substituted phenyl, wherein the phenyl is substituted with one or two 
substituents, Cl-C3-alkyl, halogen, r"0-, CF3-, R^OjS-, R"0S-, R'*C0, R"C02-, 
R'*02C-, R"*C0NH-, R'VHCO; or 
R' and R* taken together can be C3-C6-cycloalkyl; 
and R" taken together can be C3-C6-cycloalkyl; 
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R'is 

r'*r"t^co-, 
r'^r'^ncs-, 

. r'^r'^ccr")-, 
r"oco-, 
r'^co-. 

R"R'*NCH2C0-, 

R''Q2C-(CH2)„-. 

R'^R'*NC0-(CH2)n-, 

NC<CH2)«-, 

H, 

Cl-C6-alkyI, 
C3-C6-alkenyl, or 
C3'C6-<;ycloalkyl; or 
R and R taken together can be 
-(CH2)„CHj(R^*)NCQ', 
-(CHaXnCHiOCO-. or 

-(CH2)mCH2CH2COs 

R'° and R' ' are independently 
H, 

r'^r'*n-, 
r^'r'*n(cr'V, 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 
R^^HNCO-. or 

R'^CONH-; 
H. 

Halogen, 

HO. 

R"0., 

r'*r'*n-, 

Cl-C3-aIkyl, 
CF3, 

R'*CO^.or 

R^CONH-; 
R" is Cl-C3-alkyl; 
R'*isHorCl-C3.alkyl; 
R'^ and R'^ are independently 

a 

Cl-ClO-alkyl. 
Cl-C6-perfluoroalkyl, 
C3-ClO-alkenyl, or 
C3-C6-cycloalkyI; or 
R" and R'* taken together can be C3-C6-cycloalkyl; 
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is Cl-C6-alky|, C3-C6-alkenyl, or C3-C6-cycloaIkyl; 

n is 1 to 6; 

m is 0 to 2; 

and pharmaceutically acceptable salts thereof; 

wherein R*** ^nd R' ^ cannot be both H, 
in combination with a pharmaceutically acceptable carrier. 

1 1 , (amended) The method of claim 1 0 wherein, in the compound of Formula I, 

one of four substituents of R^ R^ R^ and R"^ must be Cl-C3-alkylthio group or Cl-C3-alkoxy 
group, the other substituents are independently R^^O-, R^^S-, halogen, or Cl-CS-alkyl; 
R^ and R^ taken together can be -SCH2S-, SCH^O-, or -OCH2S-; 
R^is 

R^^R^^CO-, 
R*^R**NCS-, 

R^^R^^(CR^V, 
R'^OCO-, or 
R^^CO-, 
H; 

R*" and R^ * are independently H, H2N-, or CHjCONHs and pharmaceutically acceptable salts 
thereof. 

12. The method of claim 1 1 wherein the disorder is selected from the group consisting of 
neurological* neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychopharmacological and functional disorders, 
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13. (amended) The method of claim 1 1 wherein the compound of Formula I is selected 

from the group consisting of 

l-(4-Aminophenyi)-3,5-dihydro-4-methj10-acetyl-7-methoxy-5//''2,3-ben2odia2epta^ 

1 -(4-Aminophenyl>3 ,5-dihydro-4-methyI-3-me%lcarbamoyl-7-methoxy-5/f-2,3 - 

benzodiazepine, 1 -(4-Aminophenyl)-3,5-dihydro-4-methyl-3-ethyicarbamoyl-7-methoxy-5//'- 

2,3-benzodiazepine, l-(4-Aimnophenyl)-3^-dihydfO-4-methyl-3-propylcarbamoyi-7-methoxy- 

5/f-2,3-b€nzodiazepine, 1 -(4"Aminophenyl)-3,S-dihydro-4-metfiyl-3-but>4carbamoyl-7- 

methoxy-5/f-2,3-benzodiazepme, l-(4-Aniinophenyl)*8-amino-3,5-dihydro-4-methyl-3-acetyl-7- 

methoxy-5//-2^-benzodlazepine, l-(4-Aminophenyl)-8'amino-3,5-dihydro-4-methyl-3- 

methylcarbamoyl-7-mcthoxy'5/f-2,3-benzodiazepine, 1 -(4-Aminophenyl)'8-aniino-355-dihydro- 

4-methyl-3-ethylcarbamoyl-7-methoxy-5/A2,3-benzodiazepme, 1 -(4-Aniinophenyl)-8-amino- 

3,5-dihydro-4-methyl-3-propylcarbamoyl-7-methoxy-5ii/-2s3-benzodiazepine, l-(4- 

Aminophenyl)-8-aniino-3,5-dihydro-4-methyl-3-butylcarbamoyl-7-methoxy-5/f-2,3- 

benzodiazepine, 1 "(4'Aminophenyl)-3,5-dihydro-4-methyI-3-acctyl-8-methoxy-5i/-2,3- 

benzodiazepine, H4-Aminophenyl)-3,5-dihydro-4-methylO-methylcarbamoyI-8-methoxy-57i^^ 

2,3-benzodiazepine, H4-Aminophcnyl)-3,5-dihydrO'4-methyl-3-ethyIcarbamoyl-8-methoxy- 

5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro*4-methyl-3-propylcarbamoyl-8- 

methoxy-57/-2,3-benzodiazepine, 1 -(4-Aminophenyl)-3 ,5-dihydro-4-methyl-3-butylcarbamoyl- 

8-methoxy-5/f-2,3-benzodiazepine, 1 *(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3-acetyl- 

8-methoxy-5//-2,3-ben2odiazepine, 1 -(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3- 

methylcarbamoyl-8-methoxy-5/?-2^-benzodiazepine, l-(4-Aminophenyl)-7-amino-3,5-dihydro- 

4-methyl-3-ethylcarbamoyl-8-methoxy-5/f-2,3-benzodiazepine, l-(4-Aniinophenyi)-7 -amino- 
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3,5-dihydro-4-methyl-3-propylcarbamoyl-8-methoxy-5/f-2,3-bera^ l-(4- 
Aminophenyl)-7-anuno-3,5-dihydro-4-methyl-3-butylcarbamoyl^ 
benzodiazepine, l-<4-Aminophenyl)0,5siihydro-4-methyl-3-acetyl-7-methyltW^ 
benzodiazepine, 1 -(4-Aniinophenyl)-3,5-dihydro-4-niethyl-3-methyicarbamoyl-7-me%^ 
5i/-2,3'benzodiazepine, 1 -(4-Aniinophenyl)-3,5-dihydro-4-methyl-3-ethylcarbamoyl-7- 
methylthio-5i?-2,3-benzodia2epine, 1 -(4-Aminophenyl)-3 ,5-dihydro-4-metbyl-3- 
propylcarbamoyl-7-methyithio-5i/-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4- 
niethylO-butylcarbanioyl-7--methylthio-5/f-2,3-benzodiazepine, l-(4-Aminophenyl)-8-amino- 
3,5-dihydro-4-methyl-3-acetyl-7-methylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-8- 
ainino-3,5Kiihydro-4-methyl-3-methylcarbamoyl-7-methylthio-5/f-2,3"^^ l-(4- 
Aminophenyl)-8-amino-3,5-dihydro-4-niethyl-3-ethylcarbamoyl-7-methyl4 
benzodiazepine, l-(4-Aminophenyl)-8-aniino-3,5-dihydro-4-methyl-3-propylcarbanioyI-7- 
raethyithio-5//'-2,3 -benzodiazepine, l-(4-Aminophenyl)-8-amino-3,S-dihydro-4-raethyl-3- 
butylcarbamoyl-7-methy lthio-5/f-2,3 -benzodiazepine, 1 -(4-Aminophenyl)-3 ,5-dihydro-4- 
methyl-3-acetyl-8-methylthio-5/^2,3-benzodiazepine3 l-(4-Aniinoph6nyI)-3,5-dihydro-4- 
niethyl'3-niethylcarbanioyi-8-methyItliio-5//-253-benzodia2epine, l-(4-Anunophenyl)-3,5- 
dihydro-4-nie1hyl-3-ethylcarbamoyI-8-methylthio-5//-2,3-b l-(4-Aniinophenyl)- 
3,5-dihydro-4-niethyl-3-propylcarbanioyl-8-niethylthio-5//-2,3-benz^ 1 -(4- 

Aminophenyl)-3,5-dihydro-4-niethyl-3-butylcarbamoyl-8-niethylthio-5/^^ 1- 
(4-Aminophenyl)-7-amino-3,5Hlihydro-4-methyl-3-acetyI-8-mediyltluo-5^^^ 
l-(4-Aminophenyl)-7-amino-3,5'dihydro-4-methyl-3-methylcarbanioyI-8-nieA^^ 
benzodiazepine, l-(4-Aminophenyl)-7-amino-3,5-dihydro-4-n)iethyI'3-ethylcarbamoyl-8- 
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inethylthio-5/r-2,3-beiizodiazepine, l*(4-Aminophenyl)-7-ainino-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-8-methylthio-5/3r-2,3-beiizodiazcpme, and I-(4-Aminophenyl)-7-amino-3,5- 
dihydro-4-methyl-3-butylcarbamoyI'8-methyIthio-5i/-2,3-benzod 

14- The method of claim 13 ^^e^ein the disorder is selected from the group consisting of 
neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychopharmacological and functional disorders. 

1 5, The method of claim 10 wherein the disorder is selected from the group consisting of 
neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychophannacological and functional disorders. 

16. (amended) A compound of Formula II: 




wherein 

R^andR^ are mdq)endently 
H, 
HO, 
R"0-. 
Halogen, 
Cl-C3-alkyl, 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 
CF3, 

R"*02C-, 

R"*C0-, 

R'^CONH-, 

r"*nhco., 

R"*NHC02-, 

r'^oconh., 

R"02S-, 
R'^OS-, 
R"S-,or 
R'^R'^^N-; or 

is one of H. HO, R'^0-, halogen, Cl-C3-alkyl, CFj. R^COr, R^^OjC-, R^^CO-, 
R"CONH-, R'^HCO-, R'^COr, R'*0C0NH-, R^OjS-, R'^OS-, R'^S- and R"r'*N- when 
R' is one of HO, halogen, Cl-C3-alkyI, CF3. R'^COj-, R^OjC, R"*C0-, R'*C0NH-, R'^CO- 
, R"^C02-, R"0C0NH-. R'^OzS-, R'*0S-, R'^S-, and R'^R^^N-; or 

R* is one of H, HO. halogen, Cl-C3-alkyi, CF3, R'*C02-, R**0jC-. R^*C0-, R'*C0NH-, 
R'^NHCO-, R"1fflC02-, R'^OCONH-. R'^OzS-, R'*0S-, R^S- and R'^R'^N- when R^ is one of 
H, HO, R"0-, halogen, Cl-C3-alkyl, CF3. R^COj-, R'^OjC-, R'^CO-. R^'CONH-. R'^^CO-. 
R'^CO:-, R'^OCONH-, R'^OaS-, R"*0S-, R"S-, and R''r'*N-; or 

R' and R^ or R^ and R^, or R^ and R" taken together can be 
-SCH2S-, 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 
-SCH2O-, 

-OCH2S-, 

-SCH2CH2S-, 

-SCH2CH2O-. or 

-OCHaCHjSs or 

one of four substituents of R^ R^, and R'' must be Cl-C3-aIkoxy or Cl-C3-alkylthio 

groiq); 

R^ , R*, and R' are independently 

Cl-C6-alkyl. 
C3-C6-alkenyl, 
C3-C6-cycloalkyl, or 

phenyl or substituted phenyl, vtdierein the phenyl is substituted with one or two 
substituents, Cl-C3-aIkyl, halogen, R"0-, CF3-, R^OsS-, R"OS-, R"C0, R'^COj-, 
R'*02C-, R"CONH-. R'^'NHCO; or 
R' and R* taken together can be C3-C6-cycloalkyl; 
R"isCl-C3-alkyl; 
R'^isHorCl-CS-alkyl; 
R'^ and R'** are independently 

H, 

Cl-ClO-alkyl, 
Cl-C6-perfluoroalkyl, 

78 

SYMIM 
77Jgi/3 



[alfpjepueiS luaisea] uvd im-i mm |e <> uiOJj 

U.S.S^.: 09/882,843 
Filed: Jmt 15, 2001 

AMENDMENT AND RESPONSE TO OFFICE ACTION 
C3-Cl0-alkenyl. or 

C3-C6-cycloalkyl; or 
R'^and R'* taken together can be C3-C6-cycloaIkyl; 
R'^andR'" are independently 

H, 

Halogen, 
Cl-C3-aIkyl, 
R^U. 
CF3-, or 
R'*C02-; 
R^* and R^' are independently 
H. 

R"R'*N-, 
R"HNC(NH)-, or 
R'^CONH-; 
and phannaceutically acceptable salts thereof; 
wherein R^° and R^* cannot botti be H. 

17. (amended) The compound of claim 16 of Formula U\^^e^ein 
one of four substituents of R', R^ R' and K* must be Cl-C3-alkylthio or Cl-C3-alkoxy group, 
the other substituents are independently H, R'^0-, R"S-, halogen, or Cl-C3-alkyl; 
R^ and taken together can be -SCH2S-, -SCItO-, or -OCHjSs 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 

R^^ and R^* are independently H, H2N-, or CH3CONH-; and phannaceutically acceptable salts 
thereof. 

18. (amended) A composition comprising the compound of clain^ 17 and a 
pharmaceutically acceptable carrier. 

19, (amended) The composition of claim 18 in a dosage fomi comprising a 
therapeutically effective amount of the compound for treating a disorder in a patient associated 
with excessive activation of the a-amino-3-hydit>xy-5-methyl-4-isooxazoleproprionic acid 
(AMPA) subtype of the ionotropic excitatory amino acid (EAA) receptors. 

, 20. (amended) The compound of claim 17 of Formula II selected from the group 
consisting of 

1 -(4-Aminophenyl)-4-methyl-7-methoxy-5//-2,3-benzodiazepine, 1 '(4-AminophenyI)-8- 
amino-4-mcthyl-7-methoxy-57f-2^-benzodiazepine, 1 -(4-Aminophenyl>7-amino-4-methyl-8- 
methoxy'5//-2,3-benzodia2epine, H4-Aminophenyl)-4-methyl-7-methylthio-5//-2,3- 
benzodiazepine, l-(4-Aminophenyl)-8-amino-4-methyl-7-methylthio-5if-233-benzodiazepine, 1- 
(4-Aminophcnyl)-4-methyl-8-methylthio-5-ff-2,3-benzodiazepine, and l-(4-Aminophenyl)-7- 
amino^-methyl-8-methylthio-5//'-2,3-benzodiazepine. 

21. (amended) A composition comprising the compound of claim 20 and a 
pharmaceutically acceptable carrier. 

22. (amended) The composition of claim 21 in a dosage form comprising a 
therapeutically effective amount of the compound for treating a disorder in a patient associated 
with excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxa20leproprionic acid 
(AMPA) subtype of the ionotropic excitatory amino acid (EAA) receptors. 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 

23. (amended) A composition comprising the compound of claim 16 and a 

pharmaceuticaUy acceptable cairier. 

24. (amended) The composition of claim 23 in a dosage form comprising a 
therapeutically effective amount of the compound for treating a disorder in a patient associated 
with excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic acid 
(AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptots. 

25. (amended) A method for treating a patient having a disorder associated with 
excessive activation of the a-amino-3-hydroxy-S-methyl-4-isooxazoleproprionic acid (AMPA) 
subtype of the ionotropic excitatory amino acid (EAA) recq)tors, the method comprising 
administering to the patient, in an eflfective amount to alleviate the symptoms of the disorder, a 
compound of Formula II; 



wherein 




HO, 

Halogen, 
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AMENDMENT AND RESPONSE TO OFFICE ACnON 
Cl-C3-alkyl, 

CF3. 

R'^COa-, 
R'*02C-. 

R''*C0NH-. 
R'^HCO-, 
R'*NHC02-, 

r"oconh-, 

R'^OjS-, 

r"*os-, 

R'*S-, or 
R'*R'^-; or 

R^ is one of H, HO, R"0-, halogen, Cl-C3-alkyl. CF3. R'^COi-, R"*02C-, R'^CO. 
R'^CONH-, R'^CO-, R'^COa-, R^OCONH-. R'US-, R"0S-. R'^S- and R'^R'^N- when 
is one of HO. halogen, Cl-C3-alkyI, CF3. R^^COj-, R^^OzC-. R'*CO-. R'^CONH-, R'^CO- 
, R'^COr, R'*0CONH., R'^OzS-. R'^OS-, R^*S-, and R^R'^N-; or 

R^" is one of H, HO, halogen, Cl-C3-alkyi, CF3. R"C02-. R'^OjC-, R"*C0-, R'^CONH-, 
R'^^CO-, R'^COj-, R^OCONH.. R^OjS-, R'^OS-. K'*S- and R'^R'^N- when R' is one of 
H, HO. R'^O-, halogen, Cl-C3-alkyl, CF3. R'^COj-, R"02C-. R'*C0-, R^CONH-, R'^CO-, 
R^^COj-. R'^OCONH^. R'^'OjS-, R"0S-, R'*S-. and R"R^<N-; or 

R' and R^ or R^ and R^ or R' and R* taken together can be 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 



-SCH2S-, 
-SCH2O-, 
-OCH2S-, 
■ -SCH2CH2S-, 
-SCH2CH2O-, or 
^CH2CH2S-; or 

one of four substituents of R', R^, R^ and R* must be Cl-C3-alkoxy or Cl-C3-aJkylthio 

group; 

R* , R^ and r' are independently 
H, 

Cl-Cfr^kyl, 
C3-C6-alkenyI, 
C3-C6-cycloalkyl, or 

phenyl or substituted phenyl, wherein the phenyl is substituted "with one or two 
substituents, Cl-C3-alkyl, halogen, R'^0-, CF3-, R^OjS-, R"0S-, R'^CO, R'^COj-, 
R"02C-, R'^CONH-, R"nHCO; or 
R^ and R* taken together can be C3-C6-cycloaIkyl; 
R"isCl-C3-alkyl; 
R'^isHorCl-C3-alkyl; 
R" and R** are independently 

H. 

Cl-ClO-alkyl, 
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AMENDMENT AND RESPONSE TO OFFICE ACTION 
Cl-C6-perfluoroalkyl, 

C3-C10.alkenyl, or 

C3-C6-cycloalkyl; or 
R** and R"^ taken together can be C3-C6-cycloaIkyl; 
R'^ and R'' are independently 

H. 

Halogen, 
Cl-CS-alkyl, 
R'^0-, 
CF3-, or 
R'^C02-; 
R^ and R^' are independently 
H, 

R^R'*^-, 
R'toC(NH)-,or 
R"*C0NH-; 
and pharmaceutically acceptable salts thereof; 

wherein R^° and R^' cannot both be H, 
in combination with a pharmaceutically acceptable carrier. 

26. (amended) Themethodof claim 25 wherein, in the compound of Formula n, 
one of four substituents of R', R^ R^ and R* must be Cl-CS-alkylthio or Cl-C3-alkoxy group, 
the other substituents are independently H, R"0-, R"S-, halogen, or Cl-C3-alkyl: 
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AMENDMENT AND RESPONSE TO OFFICE ACHON 

tod taken together can be -SCHjS-, -SCH2O-, or -OCH2S.; 

and R^^ are independently H, HjN-, or CH3CONH-; and phannaceutically acceptable salts 
thereof. 

27. The method of claim 26 wherein the disorder is selected ftom the group consisting of 
neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychophannacological and functional disorders. 

28. (amended) The method of claim 26 wherein the compound of Formula II is selected 
from the group consisting of 

l-(4-Aminophenyl)-4-methyl-7-methoxy-5//'-2,3-ben20diazepine, l-<4-Aimnophenyl)-8- 
amino-4-methyl'7-methoxy-5/ar-2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-4-methyl-8- 
methoxy-5/f-2,3-benzodia2epine, 1 -(4-Aminophenyl)-4-methylv7^methylthio-5/A2,3- 
benzodiazepine, l-(4-Animophenyl)-8-amino^-methyl-7-methylthiO'5i/-2,3-benzodia2epin 1- 
(4-AnunophenylH-methyl^8-methylthio-5/f-2,3-ben2odia2epine, and l-(4-AminophenyI)-7- 
amino-4-methyl-8-methylthio-5/f-2,3-ben20diazepine, 

29. The method of claim 28 ^\4le^e^n the disorder is selected from the group consisting of 
neurological, neuropsychological, neuropsychiatries neurodegenerative, 
neuropsychopharmacological and functional disorders, 

30. The method of claim 25 wherein the disorder is selected from the group consisting of 
neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychopharmacological and functional disorders. 
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